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CLAIMS 
[Claim(s)] 

[Claim 1] Formula: [Formula 1] 




- R1 expresses a halogen atom, alkyl (C1-C4), an alkoxy (C1-C4) ** trifluorom ethyl radical, or a trifluoro 
methoxy group among [type.; 

- In R2, a hydrogen atom, a halogen atom, alkyl (C1-C4), and alkoxy (C1-C4) **** express a trifluoromethyl 
radical.; 

- Or R2 is in the 6th place of an Indore-2-ON ring, and R1 and R2 become together, and they express a divalent 
trimethylene radical.; 

- In R3, a halogen atom, the hydroxyl, alkyl (C1-C2), and alkoxy (C1-C2) **** express a trifluoro methoxy 
group.; 

- R4 expresses a hydrogen atom, a halogen atom, alkyl (C1-C2), or (C1-C2) ARUKOK1SHI.; 

- Or R4 is in the 3rd place of phenyl, and R3 and R4 become together, and they express a methylene dioxy 
radical.; 

- R5 expresses an ethylamino radical, a dimethylamino radical, an azetidine-1-IRU radical, or (C1-C2) 
ARUKOKISHL; 

- R6 expresses ARUKOKISHI (C1-C4).; 

- R7 expresses ARUKOKISHI (C1-C4).; 

The carbon atom which has COR5 substituent is] which is (S) arrangement. 
******** and its solvate, and/or a hydrate. 

[Claim 2] The compound according to claim 1 with which the carbon atom of the 3rd place of Indore-2-ON has 
either (R) arrangement or (S) arrangement with the gestalt of a pure isomer optically. 
[Claim 3] The compound of the gestalt of a levorotatory isomer according to claim 2. 

[Claim 4] The (3S)-4-[5~chloro-1-[(2, 4-dimethoxy phenyl) sulfonyl]-3~(2-methoxypheny)-2-oxo— -2 and 3- 
dihydro-1 H-Indore-3-IRU]-N and N-dimethyl morpholine-3-carboxamide, a levorotatory isomer, its solvate, 
and/or its hydrate. 
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[Claim 5] The (3S)-4-[6-chloro-l-[(2, 4-dfmethoxy phenyl) sulfonyl]-3-(2-methoxypheny)-5-methyl-2--oxo — 2 
and 3-dihydro~1 H-Indore-3-IRU]-N and N-dimethyl morpholine-3-carboxamide, a levorotatory isomer, its 
solvate, and/or its hydrate. 

[Claim 6] The (3S)-4-[5-chloro-1-[(2, 4-dimethoxy phenyl) sulfonyl]-3-(2~methoxypheny)-6-methyl-2-oxo — 2 
and 3~dihydro-1 H-Indore~3-IRU]-N and N-dimethyl morpholine-3-carboxamide, a levorotatory isomer, its 
solvate, and/or its hydrate. 
[Claim 7] Formula: [Formula 2] 




(id 



[The inside of a formula, and R1, R2, R3 t R4 and R5 are as the compound of the formula (I) of claim 1 being 
defined.] 

The bottom of the existence which is a base about ********, a formula: [Formula 3] 



Hal-SO 




(HI) 



[R6 and R7 are as the compound of the formula (I) of claim 1 being defined among a formula, and Hal expresses 
a halogen atom.] 

The manufacture approach of the compounds of the formula (I) according to claim 1 characterized by making it 
react with a ** halogenide, those solvates, and/or a hydrate. 

[Claim 8] The formula of the gestalt of the mixture of an isomer or a diastereoisomer pure on an optical target: 
[Formula 4] 




on) 



- R1 expresses a halogen atom, alkyl (C1-C4), an alkoxy (C1-C4) ** trifluoromethyl radical, or a trifluoro 
methoxy group among [type.; 
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[it l] 




- R»tt, ^ay>K?, (Ci-CO 7**/u, (Ci-CO 7*3*3/, 
HJ 7 4 fcttf 'J 7JU*n> 5/36* Si- ; 

- R,tt, ^nr^JR^ (Ci-CO 7M)K (Ci~C«) 7 

- ttcit. Rim y k-jv- 2-*y$k<v6m-& v ), RifcjtfRiii-* 
K * o T 2 ffi h u * f- 1/ v & £ ^ T ; 

- R } (±. ^n^»yjg^ % fc.Kn*i/JW (Ci~C0 7 A'**, (Ci~C 2 
) 7*3*->4 tzii h «; 7JU*n^t ; 

- R«fi, **SC*, ^oyvSf, (Ci~Cz) T**^4fctt (Ci~Ci 
) 7^n^i/*^1- ; 

l/Vy^ + vI^St ; 

(i (Ci-Ci) 7 fr^ ; 



(3) ^3*2 00 3-5 23 35 4 

- Rati, (Ci~co 7)w**si%-t ; 

- Rrti, (Ci~C«) 7JUn*->£^1- ; 
C0R s fi&S£#1-&KlJE?li (S) Er?$>&] 
<7Mk<£%) ft <b V * © ftftfl * J: tf / * 4b » 

&©k!®W (R) Efiifcli (S) E*©v»1 , ;M»**1-a*3fc«lfcfB* 

[K*«4] (3S) - 4- [5-^on-l- [(2, 4-v^h#-> 
7x-JV) ^**-*] -3 - (2 h*->7xi/l>) -2-**V-2, 3 
-y't Kn-iH--f>K-*-3--f JW] -N, M-^f-A'tJl'* , r/-3 

[R*«5] (3S) -4 - [6-^no-l - [ (2, h** 
7x~;v) - 3- ( 2 h *->7 jl-jv) - 5 f-*- 2 -* 

*V-2, 3-v£ Kd- 1 E-4> K-1W-3-- f*] -N, N-vM^JV* 

;W*>J>-3-#JV***^3 K, 2E«!l9i#*tefc> J: tf/tfcf* * 

[»*«61 (3 S) - 4- [5-^nn-l - [ (2, 4 -v> 
7iijV) -3 - (2 h*->7x-;v) - 6 ->f-^- 2 

*V-2, 3-v^KD-lH-^>K-)V-3-fiV] — N, N-^***'* 

Mb 2 ] 



(4) 



&3I2 00 3-5 23 3 5 




W«K R*> R4^io t R»tt, (I) ©teMfcfcov* 

[ft 3] 




»k Ha l li^Dyvfi^^lEt] 
[it 4] 



(5) 



^2 00 3-5 23 35 4 




- Rifi, ^ny>(?, (Ci~C4> 7^*JW (Cx-C*) 7;i/3*->, 

- R 2 «u fc*]*?-, ^nr>*?, (Ci~CO 7;v*JK (Ci~CO 

- RiJi, /Nny>JR?, Kn#->;v, (Cx -CO -7**^ (Ci~C» 
) 7A'a*V4fcli h 'J 7**n* h*3"3fc*Sf ; 

- R«^ ^ny>W, (d~C 2 ) 7/u*A<*fctt (Cx~C2 

) 7^n*->£^7 ; 

- R,ii, xfji/7S7i, vpif-^sy^ 7-tff-vv- i -4*>&* 
tt (Ci~CO 7JUn^r->$rg7 ; ] 

4 fctt Vibfe«t tfVi.£g#<3R:£#lll#1-S#t#«t&**M LfcEK*©* 
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(7) HSS2 00 3-5 2 3 354 

[0 0 0 1] 

A V P it, *<0&M5&b&& * vmM&<?>m'B1fojk'? l &hft'X^Z>* )l>* VC 
iS 0 v><o^ffiS©5§#: Vi (Vi.> Vib) 4 fcliVi 

4 0 i it #UJFFR, *JH<&) A/MR* BE> 

Hm, ffK, «li^liTI#C<iitSo L^oT, AVPfi 

glfeitf**^^^}:^* (uterine sphere) e«5P*XBTo 
[0 0 0 2] 

fit^cog^ftOfrS^ s - :ard fc'^ Vasopressin and oxytocin receptors: 
p r0 g r ess in Endocrinology^. Imuran £ tfK. Shizurne jg^Experta Me 

dica 7A^^*^A,1988,'iaS3-1188,4^oncjaTOSB*: 3 - lab - ain - M 
ed.,1989, 114 (6), 617~ 632£ J: yf Pharmacol . Rev^ 1991,43 (l),73^108n«e 

[0 0 0 3] 

3*>fci*L<«U A VP Vi.SSfrtt, #»Wfcra»WJ3JtrWffifct-* 
o ^tfihltyy r^fc r-T^n-vflsfciu A V P<7>&$n$&:£<7>;fc:#& : A/>* 
&£ AtJE*S; r^hw/, a***/-*, crf (nm&ft 

jp88fc*;w*>lfetHB^) ftJitrWll&JWilk*^*^ (ACTH) oW;ffF/ 
U^-yv^ (Jfftt»m5Wff) . *M^JS*J:tfAVP<3±fc+«8&* 

[0 0 0 4] 

*Tft#"CliCftCWfi«*l ( S - 3ard ^•, Mo1 ' Pharmacol. ,1986^ 30, 171- 177 
; Y. Arsenijevic £,.,3. Endocrinol .,1994, 141 383- 391; 3. Schwartz £>.,E 



(8) ^2 003-52 3 354 

ndocrinology, 1991, 129 (2), 1107- 1109; Y. de Keyser £,.,FEBS Letters, 1994 
,356,215-220) , A V P «t &Wffl8.%nm*fr*>V>tiLtoZM®LL. ACT 
HO«tWe#1-*CRF©a****4 (G.E. Gillies Nature, 1982, 299, 3 
55) 0 «0cT»"Cti\ VibSWfiifc, CRFO&tti*iiK:»»L (Neuroendo 
crinology,1994,60,503-508) , tJt&Ott* ^^tC^v^-C, * r 

[0 0 0 5] 

£ft€>OVibSSflcU\ rfcitfv^T^n-vttSft (Y. de 

Keyser, FEBS Letters, 1994, 356, 215 - 220; T. Sugimoto £>.,). Biol. Chem.,19 
94,269 (43), 27088-27092; M. Saito fc,.,Biochem. Biophys. Res. Conmun.,199 
5,212 (3), 751-757; S.D. Lolait ^ ^Neurobiology, 1996, 92, 6783- 6787; M.A 
. Ventura C, .Journal of Molecular Endocrinology, 1999, 22, 251- 260) , $ 

*izm% (^>->h^--Mr'jrK«> pcr (jk«;*5--w»rrjb 

WTi#) feitfsMHfilt (WR> MU Wm, *M> I> B§> ff«U M 

ran, bike* mmu mm. mm, wvwm 4e>cftv»<o*»©*« (t 

[0 0 0 6] 

><Dfrm*MMtZZtKXy), m®.nfrm*m%-i-Z Z. t (B. Lee Am. 
]. Physiol. 269 (Endocrinol. Metab. 32): E1095-E110O, 1995) JtliAVP 

> t (E. Grazzini £>., Endocrinology, 1996, 137(a), 3906-3914) #flf£3 
ftfco Lfc^oT, »*W3S»K*v»-C, AVPli^ A VP 7 
y^fV->VII O^tRSJSWWfltKW LT«8l#*<* «9 , 

jfl&JflLlEOgtBT** *f3-*75> <0#ttW4£* <j <b -TV^ < o^WttfiO 



(9) ^200 3-5 23354 

J: tfa /u) ©^4KM4f-1-* Vi. So (HfiRLTv** 

f>5/> I IOgiUBEa-riai***^*^^ r n vogg* 1"£ 
fc (G. Guillon P,., Endocrinology, 1995,136 (3), 1285 - 1295) „ 3 

A,f.y-/i,ji, * r l/^*^*>"e*4ACTHO»jftOK*»t*»*'S:Wi!l#J 
[0 0 0 7] 

Vi.MfrflJffittfkCJ: i)CRFi3«}:O f /tfctiACTH*S^i!taiBrt6-e** 
ZktfTFZflti (C Mazzocchi ., Peptides, 1997,18 C2), 191- 195; E. Grazzi 
ni Gin. Endocrinol. Metab., 1999,84 (6), 2195- 2203) 0 

[0 0 0 8] 

*frC^»"»^*9*ftCi (3. Bertherat fc., Eur. 1. Endocrinol .,19 
96,135,173;G.A.Wittertt,., Lancet, 1990, 335,991-994; G. Dickstein t,.,l. 
Gin. Endocrinol. Metab., 1996, 81 (8), 2934- 2941) 0 Vi.£§#»±, **L& 

«!>»*K#LT, /MnKMiffi (SCLC) <75 J: »?#fe4««"C** C- 3 - Wo11 
p,.,Biochem. Biophys. Res. Corctiun., 1989, 164 (1),66~73) 0 X^tzipiX, * 

m&zm&K&ifzm%ft%-t>&ziik®-tz (mm^^yy; spec 

T (m-^JftW^a^^a-^BfSitKft) ;PET***> (#yhn>» 
W»«f»«15^*ir» ) o 
[0 0 0 9] 

*v*lfcliJ-j-*ii:fcfcv>T\ AVPfl)M***LT^i ( T - Sugimoto £>. 
, Molecular cloning and functional expression of V lb receptor gene, in N 



(10) ^200 3-5 23 35 4 

eurohypophysis ; Recent Progress of Vasopressin and Oxytocin Research; T 
. Saito^K. Kurokawa &£zf S. Yoshida j^^Elvesier Science, 1995^409- 41 

3) c 

[0 0 10] 

i, KP-2H--T y Y-fr-2-*y®mfc&, 7)V¥-yj<V? 

lcH*S*tTV»4 0 4#S*ajffiHW0 9 3/ 1 5 0 5 1t, RWN#tf*6 3 6 6 0 
8-^> &ffl#l*£6 3 6 6 0 9f. #ff£iJ®l&W0 9 5/1 8 1 0 5^, #»HJ 
9 1 5 5 5 6**XimttftBWr0 9 8/2 5 9 0 l^itmfb 

m& t-wtzb, 7 )\> y * v 7 w v v i b * i± v i b & J: tf v i . 

[0 0 11] 

ttC, IHR4 1. Kn-2H->f > K-*- 2 ymmfo&T )V 

s*. asm** fcttStt&tt ; wmmfc t < ttw»«jfett©te«4 fc^^-iss 
, /mmm, mm, mm. y ym&. v } ) * u k a 

[0 0 12] 

Kb 5] 
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[0 0 13] 

- Rili, /NnyvS?, (Ci~C<) 7**/K (C1--C4) 7)^^->, 

- R,Ji, ^ayvfi^ (C.-CO <Ci~C«) T 

- ifctt, Rili-f * K-A-- 2-*>SR<*>6#K*»K Ri* J:tfR 2 ii-*f 

- R 3 iis Anyvf?, l: KB**/*, (Ci-Cj) 7**>K (Ci~C 

- R<fi, ***** ^nyvfi?, (Ci~CO T/HfJ'ifctt (Ci~C 2 

) 7^ 3 ; 

- Rsli, xfjl/7?^S, v^fiVTUSs T-frf-^V - 1 -W fc 
l± (Ci-CO 7A'3**si$i-t : 

- R.H, (Ci~CO 7A>X**S*&f, 

- Rrl±> (C1-C4) 7^3*->££71 



(12) #312 0 0 3-5 23 35 4 

[0 0 14] 

S (i) o-ffrfriMi, 'P%< t i> 2 Ifcftfc^fr C0R 5 mm 

^m-thmm^M (s> ffim-e&& 0 .:£ (i) 

[0 0 15] 

*HWKiJ:*itf, ^ (I) : 

- Rifi, ^ny>8?, (Ci~C«) TlMf*, h'J7^n^f^Sffc 
fi I- 'J 7^*0* h*->^£^1" ; 

- Ri\ts TktUB^ ^ny^If, (Ci~C«) 7***, (Ci~C0 7 
;urr*->£fcl4 h y^fr* a ', 

» 

- R4(±, *X*3% ^vY**?* (Ci-Ci) 7**** fctt (Ci-C. 
) 7*3*->£§-f ; 

fi (Ci~c 2 ) 7^a^v*Si"; 

- Reit, (Ci-CO T/l/a^iSt; 

- R 7 ti, (Ci~C0 7;U3 + ->Sr^1-] 



(13) ^2 00 3-5 2 3 354 

[0 0 16] 

(i) o-fk^Wi t^o 
^^•r^ (i) omwhk, 

[0 0 17] 

m:^ h'*?/**ii-r* (i) ©-f^nnWfitv*. 
h^f->a^gt^: (I) of&M&jWSP* U>. 

#&IJJ K J: fttf » R« #7i-.>K7>2<7)#:MK&*K * Y * is ( 
I) wfk#»*«jf * L^ 0 

[0 0 18] 

<t «)i*L<li, * (I) : 

- Ri(i, : 

- Rili, * h *->&£^1~ ; 

- Rili, *M?**1* : 

- R s fi, ; 

- Re(i> 7x-JK£>2«9ftiiK& , 3 > ;< t- *->&*^"f ; . 

[0 0 19] 



(14) ^2 00 3-5 23 35 4 

>K-^-2-*>o3tto«ja^n (R) eh**: a (S) esmo 

[0 0 2 0] 

- (3 S) - 4- [5-^OD- 1 - [ (2, 4-y>b J f->7x^^) -7. 

- 3- (2-^K->7i-)l') -2-**V-2. 3-vtFn- 
1H-- f VK-A'-3->f *] — N, N-yVfMJV*'JV-3-*^t 

- (3 S) -4 - [6-^nn-l - [ (2, 4-yn^7x-)b) -7. 
**=.)!/] -3- (2 -> HfS^*-*) -5-P«f-Jl'-2-**y-2, 3 
-;t h*n- l H-W V K-;V- 3--f^] -N, N- 'J > - 3 

- (3S) - 4- [5-7DD-1- [ (2, 4-v>> ^^x-JV) -7 

-3- (2-* h^i/7x-^) - 6 2 -**7 - 2 , 3 
-VK Ko- 1 H--f V K-A'- 3-W /u] -N, N - v > f-^* ;V* 'J V - 3 

[0 0 2 1] 

[ft 6] 



^200 3-523 3 54 




K«K Ru R», R^JrtfRitf, 5t (I) ©-fb^«Kov»TjSLlt**L 
[0 0 2 2] 

Kb 7 ] 




K«f, R.fcJtfR/li, * (I) hov^tSe**** Haiti 
[0 0 2 3] 

v K, 'J* A t e r t -:7h*->K©«fc$4av>aa6©#&T, N, 

N-y^fM*A75 Kifclir h 7^ K n 7 9 > <S> <fc ? - 7 

ot:~+6 ot:oia^-eff=b^s 0 Kfc*, Ha l =c i-?$>z>& (in) © 

[ 0 0 2 4] 
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(16) 
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[0 0 2 5] 

& (I I) o-fk^ttfix st: 

[ft 8] 




Ri, R^ RiUJU^tt, & (I) Oft#«fco^Tj6***L4fci3 
Hal li^nr>Hf, »H<li, «**fcli*#*$T] 
^3 _/> D - l , 3 -vt Ko- 2 H--f > 2 -*>ft-&«I*, 5* : 

[ft 9 ] 




S > £ fcli h 'J xf;V7 5 y<r> X o %m.&<Dft&T \ 9 J t n n * ? > <b t < fir 
[0 0 2 6] 

at (I I I) <&ft£-®H&»T*»K £ fcfi8JtfN#§flfS0 4 6 9 9 8 4 BfS 
Ji^BlFtfiKflSWO 9 5/1810 S-^fcHi^S it* «fc 5 4&jn«*ft-C«jftS 

*i£ 0 wix.if, s (i 1 1) ©ft#»»i, wis-ri^xv^jnoaisfctt* 



^200 3-5 23 354 



Kb<D&m. mayo- v x ) <y^tfc\tfi x ) ^AS*^nr/ftL-cgjit4ifc 

3gfcL<liN, N-v^f-^^T* KOJ^fcJMStKMM', -10*0-2 
[0 0 2 7] 

A^t>TffiT»**K Sfcli 3- Med. Chem.^ 1977^20 C10),1235~1239fcf£oT«J6 

S (IV) <^t£|jni£*nT?& *K »ttlllI*W0 9 5/ 1 8 1 0 5*fcH* 
? tl* <fc "9 4&»«^ffi-CftJS? *l*o 
[ 0 0 2 8] 



>)-?£>*] 

oTJ-JBBil*©**^ fe-ffc^-^oftfflfcJ:^ Hai=C it?** 
S (iv) <7>ik&®Kn&?Zo 

[0 0 2 9] 

£ (IV) <GtiteteoSiioMoWfcJ:*i«N *t : 



Mb i o ] 
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Mb 1 1 ] 




(VII) 




^ (vi) *>'ffrfr*Ni&*re* , j* #i?£Uffi^wo 9 5/i8 105*kB* 

[ 0 0 3 0] 

* (v I ) ofltefctiu a : 

Mb i 2 ] 



te«K RxfcJtfR*!*, 5* (I) ©<b*»fco<,>TS«$iU> I: £>>•<?**] 
«D 1 H--0" K-A'- 2, 3 -y*>lHMfc*-. & : 

Mb i 3 ] 





MgHal (IX) 



(19) $$312 00 3-5 2 3 35 4 

Ha 1 li^ny>«f, $f*L<l*££ **:tt3<r* «r«t] 

[0 0 3 1] 
[ft 1 4 ] 




(XVI) 



R 3 (i^ (I) <Gft#*fcov>TSE*3*i*i**)'C*!K RWi7x- 

fcn-yf-^Vf-^AoJ: ?fcl)^AS£i*#i:RJS3-£> 4fcv»-c % i^i^f 
^t>*Dt'jf-9A^+M#n* (vili) nitidis kRJ&**-CM+*z£ 
tfX~£2>o £Jfcti> i/x^jvx-rJV', rh7^KQ79>^ ^*'/«J:^4 

[0 0 3 2] 

I v K-*-2. 3-y*V«#-» (VIII) liTlrlR-CAWIfiT* 

»5, 4 fi Tetrahedron Letters, 1998, 39, 7679- 7682; Tetrahedron Letters, 39 
94,35,7303-7306; 3. Org. Chem.,1977,42 (8), 1344- 1348; 3. Org. Chem.,19 
52,17,149-156; 3. Am. Chem. Soc.,1946,_68, 2697- 2703; Organic Syntheses 
, 1925, V, 71-74 £ t> {/^Advances in Heterocyclic Chemistry,A.R. Katritzky 
fcJtfA^. Boulton, Academic Press, New York, 1975, 18,2- 58(cfBjR? tu&2f8: 

[0 0 3 3] 



(20) 



ftg|2 0 03-5 23 354 



£ (VI) o<b*»ii*fc, *^fctMJ^<ai:?fc£&££tfrmttv^ 
f-JK&fffcT* 5t(VII) <7)-fb^«j^M^^J:oTftiiTiriB-C*4 0 
[0 0 3 4] 

R> = (Ci-CO 7^3^->i3<J:t/R, = H> itzttRi = R*= (Ci 
-CO 7JV3*->, fc/iU R« Ii7*-)K0 3 £ fcfi 6ftK& >9 , Ri*^n 
y^?Mt, Ri*<j* (I) ©ft#*tov»TS*S*L*t*lJT**a: ( 

[0 0 3 5] 
[ft 1 5 ] 



[0 0 3 6] 

loeita i^ * (x) <Dit&yd\m®K s n, n, n* , n* - 

rFy^l^'/vTr/W^ i fc Jiff ST, n - 'J f" * * 



]) n-BuLi 




(X) : Rj = (C a -C 2 ) T)VZ1 **/ , R«=H; V" 
Rj = R 4 - R«#3 £fcte6 

Y=H ££fi Br 




(XII) 
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(21) ^2003-5 23 354 

Mk+W#£->^8^>*x^;wfc£iSS-i2\ 3; (XI) V>it&%Si:%ho EJStt 

~ M. Sco fflft -efr to it & o 
[0 0 3 7] 

ggpgrb IT, ^ (XI I) ©ft"S-Wtt**lfc, t er t - 7f- ;v 'J f- A to J: 

#£5£ (XI) (D-fk^tRlSS-frT, * (VI) ©16Mfc£^£#&o KJ&li 
, v'xf-^x-rfl'Sfcttr r 7 Kn7^w J: ? fcTOteiMfc'K -70*0 
- J9 H iSE <0 iSJt "Cff to *t £ o 
[0 0 3 8] 

* (x) <nit&%}ttifiM-?X¥m£-?$>zi>\ $ it l±%*<&#ffi-C'&lK S it * 

o 

* (XI I) OffrfrfcMU y-ter t-7*f-*i>*- 

^ (VI I) fl>ffrfr*tt&»-e*»K t^lHIfWO 95/18105 
jiJ. Org. 0^.^1968,33,1640-1643^11^$ iLS i ? *&*W)£&»cfl£oTfi 
iI3it&, 

[0 0 3 9] 

5$ (V) <r>ft&<®M2;$Q-?&i>il>\ ttzlt&tQtnli&K'&iXn&Zin&o t 
fcii t e r t -rY^x/tinsX-**^, R* f (Ci~ 

Cj) 7 lwftoT»jS$il*« 

[0 0 4 0] 
Ht 1 6 ] 



(22) 



#112 00 3-5 23 3 54 




[0 0 4 1 ] 

l<D&ma. 2"C> ft (X I I I) ox^xJWi, &£o#8:K<fc 
XrMtStU ft (XIV) <ft ft £<> 

g|%b t (XIV) it, ^^^f K* >^^fe^if ^7 5 

v*i-)\<7^yttz\tTm- : sytZLfo\^ ite® (xv) &*no 

fr&tc J: >) ^Pgf c 2 -Cl&ftgS ft> ^ (V) 
ft (X I V) «Xfrfr«M44fc, ft*4>#tfefcJ: (3S) -***'j>-3 

1987^60 »),2963~2965|cf»*0#ttfcJ: 
[0 0 4 2] 

Rs# (Ci~~C«) T*3*V«rSi-* (V) Ofl^tt, 

, #Kft (XIII) oft*«©ll«jiKJ:oT#feit*. 

^ (XIII) ^)*9Mt*«lli, 3 - chem - S 00 - Perkin Trans I^ 85 ^ 2577 
-2580jc?a«Sii4 Affile ioT, (S) --b'J yfrbWkZftho 

ft (I) 03fc*Wfc*l»*fl:'e , »«)ftS* , S!**»'*»^ S (I I) ?>»W 
C«i|*4fl:#**, ft (I I I) S>ft<M&fcKl6S** 

[0 0 4 3] 

^ (I I) (Bft^Wfcttttfc'ftefctt, ^ (IV) (V) 



(23) «g«2 0 0 3-5 2 3 3 5 4 

I I) ©ft** i: KISS*, ^J-jfc&fcftfca; (I) ^8i<?)v7^fV 
[0 0 4 4] 

& (I) Vil&lbiMtt (I 1) * (IV) > (V) & L < ti (VI) <D*¥ 

9 7 3 Plenum Press^ .J: t) tnK£$ jtfc^.F.W. McOnie^ Protective Groups i 
n Organic Chemistry % B91^{i3ohn Wiley and Sonsnj; V) {BUS? tlfcT.W. Cree 
ne& X tfP-G.M. Wutts^ Protective Groups in Organic Synthesis £ £|i 1994 
4ptiGeorg Thieme Verlag \z£ »j HiKSS JlfcKocienski P. D.ct? Protecting Group 

she®? tt-s x 7 4t£*«)«fis*ffl^T3&ai-i itms. «S*f±, 

[0 0 4 5] 
[0 0 4 6] 

^ (i i) (r>tt&mm%t> 

[ft l 7 ] 



^2003-523 35 4 




[0 0 4 7] 

: 

- Rift, ^nyvfi^ (Ci-CO 7**JK (Ci~C«) 7*3*3^ 

- Rz »i, ^ny>g^, (Ci-C.) (Ci~CO 7 

- Rili, ^nyyjg?, t Fn^i/JW (Ci~Cj) T^iK (Ci~Cj 

- RWi, ^ny>Jg^, (Ci-CO 7 * i fc »i (Ci~C 2 
) TJV3^'>*^i" ; 

- Sfctt* R«J±7i-JK0 3tAlwi>9^ R , <fc tfR* fcoT^ I' 

fi (Ci~CO 7;v3*-;/*gT] 

[0 0 4 8] 

a (I I) ©ffc-Mbottaitt, £tt7lcfH >'a')Sl ^W'/ 

H 3^*H 77*11 ^xyjfii fctfftfcfiOJ: 9fc5t (ID «>. 



(25) 



^200 3-5 23 3 54 



o 

[0 0 4 9] 
[0 0 5 0] 

tttt, Y - De Keyser t> ., FEBS Letters, 1994, 356, 215- 220^ fa®$ ft£ 

^r^-v-^v^u^v ( ['h] -avp) ot£&x.£f*gif rtrffift 

% ft**©** (I Cso) li<&<> 1 0' 6 ~ 1 0 _9 MI*1 
*£ttU J:«9#t< HI O-'M-C^So 
[0 0 5 1 ] 

jffittti, M. Thibonnier Biol. Chem.,1994, 269, 3304- 3310 KffiRS ft* 

V i.*«#4 fcfi, Vx.£#tt*#1-&MilS 0 D «a^ rU?-*Mt:3ft 

fc7^~V-^V^W>> ( [ 3 H] —AVP) (DM. tWBWrtTSilfft 
A (I) ^Mb^W+fcli, l 0" 6 ~ 1 0''MOI£H^, J: 

9#l< tt i o" 7 m<^ i cio^t^r-rftT^-v-^v^^^Vi.ss*^ 

[0 0 5 2] 

3ftTV>& (M. Birnbaumer t> ., Nature (Lond.),1992, 357, 333- 335-?f£® $ ft 
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(26) #St2 0 0 3- 5 2 3 3 5 4 

[0 0 5 3] 

su^m^^cttLff, fsntt, * (i) <r>\t&®, mm&)K&®$tizztit> 
Vx b * fc a vi b <t v v i . gsttoaufraw^i- 4 v> 4 « 

f§« 1" 4 fc <D ISSE £ *<^)tt ffl K Ml" 4 o 

[0 0 5 4] 

fllollMKfciftWN -tKJfliff*, BK*<>L<ttJS* 

& j: ovMnteW*. m> 9 4~f\\ mm> <<>A X ) vJSifciau b u -t 'J 

^ (i) <Dik&%i, mmm^®2frz*frb<DfeM(D®Lmis±v/t 

[0 0 5 5] 

iSiLj±5!E> ffl»»jfiLE£* 4 fcttiERJliiflf«»% «rt««*C* 

fiiiU ihJfll (haemostasis) ^fliifiltEg, *fladiJfiU *$S??ffi 

, ^h^, Si^, «H»*ttl84fcttMI»»tf!)J: 

-> y <7)^^ £ fc tf ^ R K ffl v> * £ t #T I 4 o #3&^ «t 4-ffr&* 

Ht, ttWffil^lt#^^*^ , bffl^4£i:75 s -r§4;*14^^V^-C, #&iJS<Dfl: 
tt J3 £ EM 4 fc li*&#afe * 4 CD ffl </> £ £ b § 4 o #3& W C 
Jift-frfctt**:, /MfflH&B!i« : ffit h U f Aj|iJHI»»: Ittfi^ *-^-)i> 



(27) 83*200 3-5 23 35 4 

y 9 r mm ;-f Wa'j y mm. m h >; ^ y * u kjhue ; t * ti# mat 

[ 0 0 5 6] 

a-ym) itzimfrmts^r, Mstrnm, ftftuwu (mm^u 
sua**, <*»»*£> , fl«e«tt*# (7^yM7-«, 

[0 0 5 7] 

mt, femztizm%mvfc£<r>*v*>fc*) o. o i~ i o omgoi h^e* 

% jff * L< liO. l~50mg/kgOl 0««itfflv^iti J -e|io h 
JfoDTl B*>t>J 0. 1-4 0 0 Omg, J tyifcBflfcliO. 5-lOOOmg?) 
[0 0 5 8] 

sia^ Lx<D*iit><nmmKML, a (i) oft^iia*. ini&^*^ 



(28) ^2 0 0 3-5 2 3 354 

[0 0 5 9] 

ftp, &T, ttrt, »«U ft&> HfrifcttWifttt^^S^t- 

Dtm * »±««*J© «t ^48Pft»KJ:4»*^T*J: tfDfirtS4»S, 
[0 0 6 0] 

;un-7., %S&#J (flow agents) fl* tf -> >J * $ )V9 , 
[0 0 6 1] 

£ «t n **"7 - 188£ IS^J K«tn1- 4 tiWii, 
[0 0 6 2] 



(29) ^2003-5 2 3 354 

[ 0 0 6 3] 

*fl«tt*J * fc ttSHtt#J »± > &m , ffiflSfl * I* * 'J e x jv fc? n V K ><0 «fc 
> ^ 'J a - fl/fc Sift ? *L*ffi3H**IB*WiH-e*4 • 

/* fetter wx.if,* , ^Dfv>^'j3-^m, *ttJB«#j> 

1 8 8©J:9 4a*ttlt L lii«iSW*«*"^* £ fc* , ^**« h 
[0 0 6 4] 

- «>&S "MV* 9 f-fc <t OTJttfcjRl Sr ffl * i fc A«"C i 4 • 



(30) «S*2003-5 2 3 354 

[0 0 6 5] 

fiv^f ? 077 -f 7<7)^-CSSSJ^1-?>i £#-e£& 0 
[0 0 6 6] 

<z>*4 7\ ffl&lftttt, H^f-y* 7 •9- < >->i, ->n^7* 

a**j:o t jiiKjWKav», i B84iw i a 1-40^-5- *a«*o 

. l~1000mg,#2L<{iO. 5-2 5 Omg^tf SttPSES 

tl&o 

[0 0 6 7 ] 

t*if> iisi#«tt¥$«*tta<o«i"e*4#* * 'j*^* fciittv* in**-* 

fife, ftE^iCrtlfifclSCTB* IcJ: <3fc5E3ft*o 
[0 0 6 8] 
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(31) #1*2 00 3-5 23 3 54 

{lot, *|&W^J:*ttf % CRF $Sflt^oai*S:*-J-4'fk'ft*i:|i*#fc*T 
[ 0 0 6 9] 

JslToUitfll J: V >2 £ WEt & tf* * ft* Hfe"*" * *» »t T* li * 

j--t)\s : >?xf-jvx-r)V 

CMF: N,N-y^^fl/*^AT5 K 

IMF: r h 9K Fn7 5> 

DCM: v^nn^> 

AcOEt: ftfxf* 

DIPEA: *J4 v^nlf^xf jl/7 5 > 

TFA: hij7JV*nftt 

[0 0 7 0] 
Boc: tert-y h * ;i/sfc*x;v 
Cbz: s<y -y)Vt*~s% jV^x;w 

bop: y hj 7 V- jv-i--f * -> h 'J * Cs;> f - ;ur s / ># * * - 9 a ^ 

PyBOP: h 'Jry-Jlz-lMH^^ b fefn »J ^/*^*x>)AA+t7 

•O^em; ^®x^r^ 

DCC: 1,3-- at^/l/ft/UiffiM A K 

H0BT: Kn * V* V V b V 7 V- %t 

M.p.: 

AT: 



(32) &S2 00 3-5 23 35 4 

B.P-: 

HPLC: »^Y^77^-. 
[0 0 7 1] 

-fu h >®mf&®X«9 h J^CH WR)£, #12: bTd.-EMSOe- 9 £fflV> 

7 h ; d : ?7Vv b ; dd : h;t; i«ijyi/?nq:**f? 

j. ; up : fttfs J-ifcV'tr- ? ; mt ; 7}l/f^U7 K 
[0 0 7 2] 

S&0I 

3 , 5-v ^ n n -3-C2- K->7x- 3-y tKa -2H-4 > K - ;V-2- * > 
(IV): = CI; R 2 = H; Rj = 0CH 3 ; R, = H; Hal = G 0 

A) S-^an-3-£ Kd#->-3-(2-^ H->7x-ivH.3-yl: Ko-2H-vf y K 
- ;i/-2- :* y 

2-* b + ->7x-^^->'7A/n^( K©8»** 35 ml(7)i--r^+ 16 9 
<£>v if^'s*} 1* is J: tf 175 ml^x-f fl"* 124 gol-7*n*-2-* h ^^y-e > 
»**6Wt*. 7rt^>&B^T> 250 ml ?ft*fl| 

-e^iP t/c 30. 9(7)5-^ nn-lH-^ y K-/V-2.3~:;# vfi<frtoK«TU fc^"? 
, fijR*ATi-cJ:#$*i|H|, fi-6-»SrJJl#Tfct<.AT-rH*|HI«#Lfca, K 

[0 0 7 3] 

B) -M2-^ h^r->7^^Jl/)-1.3-vV: KO-2IW > K-;W"2- 



(33) ^2003-523354 

105 ml<pDCM# 12.71 gtf5ffirg»T(§ h Htzit^<DM^i 0 VK &£P 1, 5.3 m 
l^f'J v>^r3s*DLT, >fc^-e, 4.9 ml^^tf-^- - ;l/^^pl-2> 0 30#Rfl$; 

£**U ^cv>-CM vx-r^T^mftfrLT, &4&£-£*o 13.66 g 

[0 0 7 4 ] 

3,6-y^D-3-(2-> h + y7i-^)-5-^fjH,3-yt KD-2H-^ y K — 
;i/-2-*> 

(IV): = CH 3 ; R 2 = 6-G ; R, = 00-1, ; R, = H; Hal = CI 
A) 6-^nn-5-^f ;i/-3-> f- * -1, 3-->* tpo -2H-vf > K - ^-2- # y & 
I tf*-? n n-5-^ f- ;v-f-^--l,3-.i; Kn-2H-^ y ;w-2- ^- > 

8.5 m1<7)je^^-70'C^!^ip$tL7t320 mlc^DCMn^EXL, ^C^T% 60 ml DC 
M4>24 ml<J5>f-;vf-^g|®x^;Wv§^*- 70 ^^ 20 ^*^tT^inLN fi-^ft*- 
70E-cl5#nia#TfcS<o ^^> 100 ml^DCM+52.64 g^Hnn^ff 
T-'J > Tim* " 7 °r t^Ofr^t XmU L , ^%*-70r-cl«PH45^Hft# 
Ti:g< 0 fcjjfcfc, 41.3 ml(7)h 5 >*-70t:-C^Dt, fiJt^ATf 

f±^S*4M, fi-S-*!*. l«FMlft#Ttit<o Rj£fi^* 250 n,1 ^*t? 2 ia 

x-r^^J:^ 130 m1 <7) 2N HCl^jg^nlRl), i|^»*AT-c72«f|H]aj$-ftil 

KM„ ^v>-eDCM/AcOEt (85/15; v/v)jg£^-ej£ffi-r*o 

»J * nvh^7UKM,*^, DCM/AcOEt (95/5 ; v/v)^ 

1.16 gc7)6-^ f-;i/-3->^-;vf-^-l,3->*t: Kn-2H-^ y \t- } \,-2- 

*y ffitt<Ofiv»Httfl:**ft it, 

0.72 g<7)4-^ an-5-^^ji/-3-^f-;i/f-^--l,3-v'b pn-aW > p_ ;l/ -2_ 



(34) #31200 3-5 233 54 

* > -C* * J: ») tttt©ffiv»Htt#*m ft* o 

[ 0 0 7 5] 

^n/f-*-l,3-?;K Kn-2H-^> K- ;i/-2-;*- t/0.681 ^nnx?-> 
^80 m1(75"rHFj3j:^20 ml^Tlco^^^^V), ^-C, aaE"pl6|$MiDtti"* 

K^D7f^77L KH> 2^-?, C85/15; v/v) $ -?</) DCM/AcOEti|£-!$) <7) 

^ETtltiti. °- 793 9©»#3ftfc£«**Hi&*l*^ M 'P- = 264 ^° 
[0 0 7 6] 

C) ko* ->-3-(2-^ )-5-> f - JV-L K n- 

2-> h^v'7x-«'7^^>'7A^B7^ p£j££l.5 m\<7) jl- y- 0.687 
gov v"7 A £<£ 1^7.55 mlcox-rJV4 j5 - 35 

■frtttaffTKK-t, iMp*atkj;#s** 0 AT^ra^t^m, k& 

fi^»*f&«NH,ClftftKi9>o< t9t£l\ ™F^^T-e»$*, AcOEt-^Jfli 
tBU *««***J:t«Mn N ^»*TftifrLTNa i SQ 1 Ttti»L, AcOEt£££ 
TT3H*S**o #y;VT*nv h^?7 U KM, ^V>"C, DCW/MeO 

H (98/2; v/v)fl^ft-ejgai-f 4o WMeGHfi.£fcj5%&eJMtLfc8U !- 6 9?> 

«ft«*ifc4***m^it*. m -p- = 266 ^<> 

[0 0 7 7] 

D) 3,6-v'^nn -3-(2-> f + -^7i»Jl')- 5 ^f H.3-yt J»*a-2H-vf y 



(35) 00 3-5 23 354 

[0 0 7 8] 
Mflfll- 3 

3 , 5->' ^ 0 n -3-(2-^ h * -> 7 i ~ * )-&-> ^ 3-j; K D -2H-4 > K - 

CIV): R, = CI ; R, = 6-CH, ;R,=<XH;R,=H;Hal = Cl 

270 ml<7)x-rjV^27 g^l-7nt-2^ h * 7^^>^H 

-CttlfcBU ^^i:7t«ti**^3J:0 ^ l&ffi NaC, •i#^i5t?tLT^ N* 2 S0 4 -ef£& l 

000 Pa-c-B.p. = 87<C) 0 *Oj|g*$&*tfc£JiftW*3/ 'J n v h ^7 7 

U DCM/^^^-V C50/50; v/v)fi^.ft % *V>"CKM?fcaj-r*o 

13 9^JH^S*tfc4ia»* J #^*i*« 3 Pa-^B.p. = 1 

[0 0 7 9] 

2H-^f > ).-_;v,-2-^-> 
a) 1-^00-^^*71^**^5 V$tert-7*f-;i/ 
50 mlcov^^-if >4>10 gc^4-^0 0-3-^f-;i/7- ij VfcJ: 0*15.26 g?)->*-te 

rt-7^;uv * - - h *>S<£l&* AT- C 24 i§M*#Tfcf: < oRJ£il^«»**^ 

50; v/v)~(70/3; v/v)<7>fcjge-e}#aJ-f & o 5 ' 6 Q<DW'&Z'K.fr>$E.$LW'& h H 
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(36) ^2 00 3-5 23 35 4 

[0 0 8 0] 

*Jl>»ifc*^ 7;v=f>#H^T-C- 7 °t)l-^Lx ^c>3r> + 30 mV)1.5M tert 
, 25 ml^THF^ ^pgfA-c# itfcS 90ft#»0»**rilTL, £j££- 30< CK. 

ft*. M -P- = 254->256t: 0 
[0 0 8 1] 

O 3,5-->'^ a n-3-C2-^ h + ->7i-JV)" 6 -^f-H.J"7C KD-2H->f > K 
- ;v-2- ^- > 

20 ml^DCMcK K|5BfB-?f|t,*ifcl-25 (M>ft#MOfi#tt<rOClClfriPL> ^ 
■C, 0.5 mlaifij -y>**jDU °- 47 nlottftf-* UT, &Jg£ AT 

U MLTfrfcLfcfc, *««**T40ft»L, Na 2 S0 4 -c|g^fC> «Fj»«r 

[0 0 8 2 ] 

Mff|2.1 

(3S)-N,W-v? ^ f- 'J >-3-* 5 K 

(V): R, = -NCOH,), 

A) ©-N^xy/n-'J y 

28.5 nn^yXT^t: 150 ml<^2M NaOH^^tf 30 g©(S)--b'; 



(37) 8^2 00 3-5 2 3 35 4 

[0 0 8 3] 

B) (3S)-4-^ y ;p -5-* ^y^)V * >J > ^ > ft 

100ml^7K* % «rg»T&&*Lfc 20 90<b^l3<^^£ 4 t;K$£PU 5 g<7) 
NaOH^V 7 bfcj&OQU #C^"C> 10 ml ^ J &^ 9 dd||^ o v-f K*30^|c*> 
fcoTSTti. &V*-C, 30m1o30% ClS/ftS) NaOHfc^fc m\\ L > Rfc 

[0 0 8 4] 

C) (3S)-4-/< y JI/-5-* * V * )V * 'J V -3-* ^VlOifJl'Wf^ 
CWfk#«lli^ B - NeisesjsiOf W. Steglich in Angew. Chan. Int. Ed. Eng 

1., 1978, 17 (7), 522^524^ffi«S*t4*ffi4:ffl^TM5*L* 0 

40 ml^DCMj3j:J/2 ml^DMF^, 1irKPrC**&*lfc8 Q<7)it£%S<DU&%l*^ 
fcifrWU ^</>Tl0 rm^EtOH, 1 g<7)4-^ f-jiz-7 5 y kf 'J v> * J: 0*15 g?)l 

, 59^, NaHCD j7 )c^-Cj5fe#L. NajSO^fg&U .»iiS:JSt^TT?3jll&$**« 
ffllti s s*)* j rfl'-e?V?h7 J ?7L. DCM/AcOEt (95/5; v/v)^^-e^ttiT 

[0 0 8 5] 

£i££PU THFit322 ml<7)2M^v>'-i;>f-;i/^;w7>f K^fcoM£i3siD U iS. 



(38) #312 00 3-5 23 35 

^U7F777U DCWAcOEt (99/1; v/v)m&®X' : &&t %> 0 4-7 9?)$#S*t 
[0 0 8 6] 

E) (3S)-4-^ y ji, * >; > -3-* V» 

7 ml<^5036 NaOHTjc^ £20 ml^EtOHcK firgPTC® £>tlfc4-5 g<Dik&%)<D 
[0 0 8 7] 

9.81 gcoPyBOP, ^T'10 m~l<7)DIPEA£, 20 ml^DCM^ flr|£Pgf-e# btltzit 

-ft*oa#*icAr-r*iinL, fi#te«r AT -c3os-M*«iTufll<o >fcv>-e N 

J/<J*m?n7h/?7U KWMeOH (98/2; v/v) ft -f£o l-« 
5 gco^?tl££j£SW#£>tl&o 
[0 0 8 8] 

C) (3S)-W,M-v;>^ju^;w*>; y-3-jjr/H?*-g-5 K 

50 rnl^EtOHcp, tWS»"C 1 S5>*lfcl-83 g^<k-&^i3 <fc 0*0.09 g^lO^A? 

l H IMR: CMSO-4: ^ (ppm) 2.85: s: 3H; 3.5: s: 3H; 3.2: mt: 2H; 3.3-4. 
3: up: 4H; 4.6: mt: 1H 
[0 0 8 9] 

ft&0|3.1 

(3S)^-[5-^ n u -3-0-* ^-^i- ;w)-2-* * v -2, 3-y t K n -IH-vf y 



(39) #£12 00 3-5 23 35 

(II): Ri = CI; R 2 = H; R, = 0CH 3 ; R, = H; 
R, = -NCCH,),. 

ftjgff|l.l-C$§&*,fcl.75 9<o{£&%> 0.8 m\ff) y ij xf-A^ 7 5 > £ 2 

^ffi*5V>KHS0 47 |c^ 5% Na 2 C0 37 (cv§?S, f&flNaClfcft-cftfr U MgS0 4 -e 

HVMeOH C98/5; v/v)^!^-c^ai-rSo 1.63g©«t*S*Lfc4**3Wlfe*t*o 
l H WR: CMSO-4: 5 (ppm): 2.0-2.8: up: 6H; 3.3: 2s: 3H; 3.4-4.2: up: 
7H; 6.4-8.0: mt: 7H; 10.0-10.5: 2s: 1H. 

[0 0 9 0] 
Mfl)3.2££tf3.3 

(3S)-4_[6-^ a a -3-(2-pt h if- y 7 * - f- )V-2-t * V -2, 3->' t Ka 

(ID: 1^ = CH, ; R 2 = 6-C1; R, = OCH, ; R. = H; R, = -N(CHj )j 
S&^0!]2.1-C#f)*i^l-O2 gcj-ffrfrfo, ^V^0.7 m\<r>\ iJxf-jP7 5 40 
ml^DCM^, U£$J1.2-e#k*lfc0.62 g^^^^j&fffJcAT^flSJn t» fi-frtt 
^AT-cl8f^^t#.T^*<o KM£-%£*£TT«^ U »aE*A<X)EtT*atb 

MeOH (99/1; v/v)ig^-C^tiii-4 0 2o*>#M4#£5Mrr*o 

g*«df,itfc, M.p. = 237«C 0 
a " 0 =+106" (c = 0.1; ? a n*^). 

l H WR: CMSO-d,: <j (ppm): 2.1: bs: 3H; 2.5-2.9: 2s: 6H; 3.3-4.2: up 
: 10H; 6.4: bs: 1H; 6.7: bs: 1H; 6.8: d: 1H; 7.0: t: 1H; 7.2: t: 1H; 7.9 



(40) ^20 0 3-5 2 3 35 4 

: d: 1H; 10.2: s: 1H. 

iBIMfcLT0.73 g##<b*lfc. M.p. = 177t 0 
a J, D =-150° (c = 0.1; ^ nn*JVA)- 

l H WIR: DMSO-d^: $ (ppm): 2.0: s: 3H; 2.2-2.6: 2s: 6H; 3.4: s: 3H; 3 
.5-3.8: mt: 6H; 4.0: mt: 1H; 6.5: s: 1H; 6.7: s: 1H; 6.8: d: 1H; 7.0: t 
: 1H; 7.2: t: 1H; 7.8: d: 1H; 10.0: s: 1H. 

[0 0 9 1 ] 

S£jt0!|3.4iJ<tD f 3.5 

(3S)-4- [5-^ n a -3-(2- > ^-/7x-JV )-6-* f - ;V-2-* * V ~ 2 . 3~v K O 
-1H-^ v K- ;V-3-l' JW]-N.N-vpt f- **** 'J >-3-* 5 K> £1£# A 

(II): Rj = CI; Rj = 6-CH, ; R, = 0CH } ; R, = H; R, = -NCCH,), 
1.13 goDIPEA^15 m1$>KM(K S£j£0jl.3-e# btlfcl.* go<f|;£-ft£ <t tffi 
&fl)2.l-e*§t>ti£0.7 g^^«j«fi#»K«liDt^ fi-M6*ATT^HJM^T 
Kf<, 0.65 goDIPEAfc^jjDU &^$l£AT?48pt[lfl&#TK'B§ > ztlS^O 

% Ac0Et-e2[iJftait. Jf«ffl**, fifflNaC»*-C«s^Ux ttte**©fl:*fc-C 
ft*Mttfl^:ffla't4^r«fflK: : ffft't4a:*«lSr7*'5x^A % DCM/MeCH (95/ 

, DCM/MeOH (95/5)ig£-fcTfcai-r4o ZoOjMtfctfSr** *14 : 

, DCM/AcOEt/MeOHig^^^t ) |* B H H -fktT0.292 gj&<# f> % M.p. = 230-238-^ 

0 

a J ' 0 =+79.6 ,> (c = 0.1; ^nn*A-A) 0 

Jt V) ft^lMSifc 8 : fiiSW 3 - 5 ^^*. °- 887 9* s #f>ti^ 0 
a ,5 B =-100° (c = 0.1; /DD*W) 

[0 0 9 2] 
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(3S)-4-[5-^ a D -l-[(2 ,4-->' y Js ^ 7 x ;v)~7s ;U* - fl/]-3-(2-> h * 

CI): R, = a; R, = H; R, = OCH, ; R, = H; R, = -flCCH,), ; R, = 2-OCH, ; R 
, =OCH } 

pg-mtiWTKlKo *v>^ i-02 g<7)^k2,4~>^ y**s*<y 

fci&BDU S^«*AT"e3«p|H|JJM$T»-it<o 50 "fl©#*KfcfltM&fc*flO U 
£TT&3&3**«, SS^v^W^OVb^^^L, DCM/MeOH (98/2 ; v/ 
[0 0 9 3] 

9Sf>*lfc, M.p. = 156«C 0 

tt IS „ =+136° (c = 0.1; ^nn*jVA) 0 

l H hWR: DMS0-4: $ (ppm): 2.1-2.7: up: 8H; 2.9: bs: 3H; 3.6-4.2: up 
+2s: UH; 6.7: up: 4H; 7.1: t: 1H; 7.3: td: 1H; 7.4: dd: 1H; 7.8: d: 1H; 
7.9: d+up: 2H 

B 9 B ^LT0-7 g®<b*l£, M-P- = 164 ^o 
a 15 D =-204° (c = 0.1; ^DD*W) ( 

l H MvIR: DMSO-d,: $ (ppm): 2.5: bs: 6H; 3.1-3.7: up+s: 10H; 3.7-4.0: 
2s: 6H; 6.5-6.8: 2up: 3H; 6.9: d: 1H; 7.1: t: 1H; 7.3: t: 1H; 7.5: dd: 
1H; 7.8: d: 1H; 7.9: d: 1H; 8.1: bs: 1H 
[0 0 9 4] 

(3S)-4-[6-^r nn-l-C(2,4-->'^ > * ->7 * •=• ^* -;v3-3-(2-^ 
7x-Jl/)-5->f-Jl/-2-^^rV-2,3-v't KD-lH-vf y K-jl/-3-^ ;v]-N,N-v^ 



(42) ^2 00 3-5 23 35 

(I) : Ri = CH, ; Rj = 6-C1; R } = OCH ; R« = H; R, = -N(CH,) 2 ; R, = 2-OCH 

,; R, =och 

^AT-e^m^TCf < 0 2fcv»-c,o.36 g<D&<(fc2,4--:/> b ^i/^v-t? 

jUt, AcOEt-eatBLx ^ttfflSrSJWa,^***, fefpNaG^-e^L> N^SO 
, DCWAcOEt (70/30; v/V)S^.ft-c»Hl"f 4o "A- T 

a-fkLfcik, °- 33 9©»# ft*. m -p- = ^t. 

a JS B =-226° (c = 0.1; ^uojfcjl/iJo 
X H WR: DMSO-d,: aCppm): 2.0: s: 3H; 2.1-2.9: up: 11H; 3.6-4.0: up: 
11H; 6.6: mt: 3H; 6.9: t: 1H; 7.1: t: 1H; 7.9-8.0: mt: 3H 
[0 0 9 5] 

(3S)-4-[S-^nn-l-C(2,4-v;> > * ;i/*-)i> ]-3-(2-> 
7x-;l/)-6-*^;V-2-**y-2,3-y*fc KD-1H-^ > ]?- )V]-N,N-v^ 

****** >J> -3-* fl'***? h% £*614J*tt# 

(I): Rj = G ; Rj = 6-CH, ;R J =OCH } ;R 4 =H;R 5 = -N(CH,) 2 ; R« = 2-OCH 

R7 = och 

S-fr*^ 2f*J^WTT*tT«#Tfc1Iv>fco *v»T, 0.49g^^k2,4- 

a* so, l t * m&T-?m$i 3 . »as * y * y /w-c ^ o v h ^ 9 

7 t % DCM/MeOH (97/3 ; v/v)fi£.fc $U L , KMAf yx-f ^fi-fr** <b 

eaikufcau i- 02 g <&»#3ftfc£ia»>wi&ftfc* m-p- = 2i5-2i9«c 0 



(43) 

-143.4° (c = 0.11; ^na^ui/A) 



^2 00 3-5 2 3 35 4 
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